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2001:798206 CAPLUS 
135:331432 

Preparation of aminobenzoxazines and 
aminobenzothiazines as nitric oxide synthase 
inhibitors and antioxidants. 

Hoelscher, Peter; Jautelat, Rolf; Rehwinkel, Hartmut; 
Jaroch, Stefan; Suelzle, Detlev; Hillmann, Margrit; 
Burton, Gerardine Anne; McDonald, Fiona McDougall 
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PCT Int. Appl. 

CODEN: PIXXD2 

Patent 

German 

1 



33 pp. 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



WO 2001081324 


Al 


20011101 




WO 2001-EP4282 


20010412 






W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CR, 


CU, 


CZ, 


DK, 


DM, 


DZ, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG ( 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


PL, 


PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


SI, 


SK, 


SL, 


TJ, 


TM, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


VN, 


YU, 


ZA, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM 












RW: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZW, 


AT, 


BE, 


CH, 


CY, 


DE r 


DK, 


ES, 


FI* 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 






PRIORITY APPLN. 


INFO. 












DE 2000- 


10021244 


A 


20000425 






OTHER SOURCE (S) : 






MARPAT 


135: 


331432 



















GI 




Ql = RlOo 



Rll 




(CH 2 )m- 



R12 



Q2 = Rl0 O 




761 
09/2*W6 



AB Title compds. [I; X = O, S; Rl = (CHR9) nNR7ANR8B, (CHR9) nNRBB, (CHR9) nB; 
R2 = H; R1R2 = atoms to form a 5-8 membered mono- or bicyclic (unsatd.) 
ring in which 1 or 2 CH2 groups can be replaced by 0 or CO, and which is 
substituted by (CHR9) rNR7ANR8B, (CHR9)nB, or (CHR9) rNR8B; R3 = H, amino; 
R4 = H, acyl; R5 # R6 = H, (substituted) cycloalkyl, Ph, Cl-6 alkyl, C2-6 
alkenyl, C2-6 alkynyl; R7, R8 = H, alkyl, phenylalkyl, alkoxycarbonyl, 
alkylcarbonyl; A = alkylene, <CH2)pQ(CH2)q; Q = cycloalkyl, indanyl, 
heterocycloalkyl, aryl, heteroaryl; m, n, p, q, r = 0-6; B = Ql, Q2; R9, 
RIO = H, alkyl; Rll, R12 = H, OH, alkyl, alkoxy] , were prepd. as nitric 
oxide synthase inhibitors and antioxidants (no data). Thus, 
6- [N- (4-hydroxy-3, 5-di -tert-butylbenzyl) - (tert-butoxycarbonyl) aminomethyl] - 
2-methyl-2H-l,4-benzoxazin-3 (4H) -thione (prepn. given) was stirred 1 day 
with NH3 in MeOH to give 6- [N- (4 -hydroxy-3 , 5-di -tert-butylbenzyl) - (tert - 
butoxycarbonyl ) aminomethyl ] -3 -amino- 2 -methyl -2H- 1 , 4 -benzoxazine - 

IT 369650-74-8P 369650-76-0P 369650-79-3P 

RL: RCT (Reactant); SPN (Synthetic preparation) ,- PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. of aminobenzoxazines and aminobenzothiazines as nitric oxide 
synthase inhibitors and antioxidants) 

RN 369650-74-8 CAPLUS 

CN 2H-l-Benzopyran-2-carboxamide, N- [3- [ [ (3 , 4-dihydro-2-methyl-3-oxo-2H-l, 4- 
benzoxazin - 6 -yl ) methyl ] amino] propyl ] - 3 - , 4 -dihydro- 6 - hydroxy- 2,5,7,8- 
tetramethyl- (9CI) (CA INDEX NAME) 



Me 




RN 369650-76-0 CAPLUS 

CN 2H-l,4-Benzoxazin-3(4H)-one, 6- [[ [4- [ [ [3 , 5-bis (1, 1-dimethylethyl) -4- 

hydroxyphenyl] methyl] amino] butyl] amino] methyl] -2-methyl - (9CI) (CA INDEX 
NAME) 



t-Bu 




RN 369650-79-3 CAPLUS 

CN Carbamic acid, [ [3 , 5-bis (1, 1-dimethylethyl) -4 -hydroxyphenyl] methyl] [4- 
[ [ (3, 4-dihydro-2-methyl-3-thioxo-2H-l,4-benzoxazin-6-yl) methyl] [ (1,1- 
dimethylethoxy) carbonyl] amino] butyl] -, 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 



09/ 200, -556 
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Preparation of benzoxazines and benzothiazines as 
nitric oxide synthase inhibitors. 
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AB Title compds. [I; X = 0, S, S0 # S02; Rl » (CHR9) nNR7ANR8B, (CHR9)nNR7B, 
etc.; R2 « H; R1R2 = atoms to form 5-8 membered mono- or bicyclic 
(unsatd.) (alkyl-substituted) ring substituted by Rl; R3 = H, halo, N02, 
cyano, CF3, OCF3, SR9, OR9, cycloalkyl, heteroaryl, C0R14, (substituted) 
aryl, alkyl, alkenyl, alkynyl; R4 = H, acyl; R5, R6 = H, (substituted) 
cycloalkyl, Ph, alkyl, alkenyl, alkynyl; R7 = H f alkyl, phenylalkyl, 
alkoxycarbonyl, alkylcarbonyl; R8 = H; A = alkylene, alkenylene; B - 
C:R(CH2)pU, C:RNR15, S0R12, aryloxycarbonyl , benzyloxycarbonyl; R8B = 5-7 
membered (substituted) heterocyclyl; R = 0, S; n, p * 0-6; R9 = H, alkyl; 
R14 = H, OH, alkoxy, Ph, (substituted) alkyl, alkenyl; R15 = H, alkyl, 
(substituted) Ph, PhCH2) , were prepd. as NOS inhibitors (no data). Thus, 
6- [ [N- (4 -chlorobenzyl) pentanethiocarboxamid-6-yl] - (tert.- 
butyloxycarbony 1 ) aminome thy 1 ] - 3 - amino- 2 -methyl * 2H- 1 , 4 -benzoxazine . 
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RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(prepn. of benzoxazines and benzothiazines as nitric oxide synthase 
inhibitors) 
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CN 2H-l,4-Benzoxazin-3 (4H) -one, 6- [ [ (4 -aminobutyl) amino] methyl] -2-methyl-, 
dihydrochloride (9CI) (CA INDEX NAME) 
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inhibitors) 
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Urea, N- [4- [ [ (3, 4-dihydro-2-methyl-3-oxo-2H-l, 4 -benzoxazin-e- 
yljmethyl] amino] butyl] -N' -phenyl- (9CI) (CA INDEX NAME) 
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